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Abstract 



PROBLEM TO BE SOLVED: To obtain a medicine composition comprising a specific propiophenone 
I dSve as an Active ingredient, having excellent urine sugar increasing action based on glucose 
' SS^n i "tolSfh H kidney showing excellent blood sugar lowering action, forming .ts aglycon 
iffi^S^IUk inhibitory action on a sugar transporting carrier ^"J*^™ 
I SOLUTION- This medicine composition contains a propiophenone derivative of the formula [OH is a 
' forotected) OH Y is a lower alkyl; Z is a (protected) &beta -D-glucopyranosyl]prop.ophenone, preferably 
3^n^Sran5?2^(&beta -D- gluconopyranosyloxy)-6'-hydroxy-4"-methylprop.ophenone or its 
2£^SSdUH^£^S^te salt (e.g. sodium salt, etc.), as an active ingredient. The compound of the 
SmXcanSe info a preparation by using a "^^^"XZ^T^ 
Preferably the daily dose of the compound of the formula is 0.5-1 5 mg/kg in the case of oral 
administration and 0.05-3 mg/kg in the case of parenteral administration. 
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•C~3 5'C) TiattSik* 1 ^**' 
[0070] fc^* ( I I I ) k LT(±. * 9 ;->V. 



( 9) W2000-8004 1 (P2000-800JL 



( i - h ) izttixm : z/i>&fre> j $> s &&%]mm^&<r>i)< 

[007 1] =5r*3. it-gVn ( I -h) Ji, «itf (a) 

mmmx\ mm (2,4. 6-3'jyy, trusts 

ttzi^^mtTiz. it-irtto ( 1 - a) t^yy^mr 

S*?UfliiS!tf-4.ri:fc:J:9. ftsv^ii (b) 
(5) fc«H.rfc£J:9f#<^U>. 
C0072] ( a ) miZ&^T , JKK8I2: LTflWMI 

[0073] »SrF*»feJ«feT, t 0*>tt- 

5 0X:— 6 0iC"CS3W*Ci:j6«TS6. ad?-' 

/i'*»ji;fc«fcMW-4£i:]Wff4 L<. t *)frV4 0 

[0074] ( 5 ) *ifK*0*»JS4J-T*4-(h'S* 
< I ) <03fc. -j&iS ( I - i ) 
[0075] 
[ftl 3] 



OX o 




[00 76] (3**, R^tiXX/R^t. R 8 #*£ifT 

OX 1 o 



2 

[0 08 3] <5S«K OX>MftH<<*lfc*BI£** 

±tfHft* ( I - k ) 
[0084] 
[fcl6] 




4fls*ftU\ fc£*J ( I - a ) t . (IV) 
[0077] 

Hki4] 

R A 2 

[0 0 78] (jfrK AifcilXA2«ffiaS«^«U. AS 
^l5-t{iB!Tiet|S|-Si*2:^-r-5>. ) TS*S*i.4-ffc£tt 

[0 079] ft^u ( iv) fcfcwt, fataitLT 

^) , fflaar^n^g <xj»*s/*. xhdf 
s^fi) %k'*imi l zm^&zttfx'%&. 
[0080] *Bzmm%%mm cmta. ^no> 
*>m. ( iv) ^jftWMav^Tjfflifc-*- 

IS fi£B^> fc L < ii5HK2:»ltXO« ( p - h 

./I'X^A^iflieijy-ijA*) «q ijtjiss (0i 

STF (#4L<{iO°C~5 0°C, tO^>ft2 0*C~3 0 

•C) T'HJ6-rsc:t*f-c#s. 

[0081] ( 6 ) 

( I ) *>, HRsH ( I — j ) 

[0082] 

U\L1 5] 



(H) 



[0 085] <3W*9tt*EfcH-«***f-*. ) 

•fZteh. ilitffo ( I - j ) iifc&ft ( I - k ) £• &g 
■rsifctcj:"), ifcflteft <i-k) fcMfr&«j < i- 

[0086] ( I -k ) *fiaW-4*&, 

jumizj: <o&m-t n§^tza % ftiznmttz ( 1 ) — 



(10) S2 000-80041 (P2000-80 0JL 



[0087] lfc*ft ( I - j ) *>fc«H«X> fcft** 

u-oxmm-zzktfx-zh. mm. ox«r 
*WB-e***fci*. as***** Ht,L<tt**? 

WUi. Z«ftb** ( h U 7 x— 
W X7 -f y) ( I I ) tfSO S-k 

[0088] ( 7 ) ^BJ^tfSM&FCfcifli^ft 

( i ) coo-h-fc* ( I - 1 ) 

[0089] 

[ftl7] 



(1-0 




[0090] ( 5$+ , IB-tti mrta k H-»*«:*r*- 

) "CSSftifli^HlU. ( I -m) 

[009 1] 
[€18] 




(l-m) 



[0 0 9 2] R 9 *iJ:tfR 10 tt» R— 

[0093] ffiiiR^i^'atii. 

[0094] Jn7K^fl?(iiS^ffi ^ <b tt ^» «t 9«T*> 



£15 'J f - "7 A^O&KT/l'rt 'J & W£ ) W*RETfc In 
S»T*»fe»fflT (»*L<{i-2 0'C~5 0-C. k9*> 

tt 0*0-3 ox:) -cwwitwa* u\ 

[0095] *±5. *RJ^ftvvt^T*lm*a«*fT 

->fc*^K:tt. tt*ft ( i — i ) iijn*#«fcfflwyg 

[0096] ft-£ft ( I -■) ft** ( I - a ) k 

hrss; ( I X) 

[0097] 
HH19] 



R ,0 O' 



:p-a 8 (ix) 



[0 0 98] <*K AsliK**fc*U fl!l^!e#{i 

d k £ «k 0 H-T* - k *^ 4 . 
[0099] -ft:** (IX) Iciswr;. BttftSA 3 k L 

[oioo] *Rj»i3«a*a«E ^ DD ^ 

?y, fh7t Hn75yiP) ^t^iM^T'. JSS 

y, 2, 4. 6-3'Jy'yf) fi0ffS*fcJ±^NR£T 
irtRT^^H^TF (#4b<tt-2 0T>-5 0X:. 

towto-c~3o-o -cww-iifc* 1 ^**. 

[0101] *«BH<0*»«»"C*4ft*ft«)Kfift* 
ft ( I I) Ji. HRsS (V) 
[0 102] 
HE2 0] 



>x o 




(V) 



[0103] ZMi*ia»HMi**tTV^-C t> 

ii^-D-^nt^y y;U« «:* U ffiOie-^tiB'J 
!Bk PJMW***** • ) *t4ft*ft k 5 
S;l^<yV [b] gi-ft.tffc*>ftfc 

[0104] Esmft*ft (v) <r>zwjm&imm% 
^3f7y^;pa<7)7j<KS<?)»aak ut«, ®ar 

[0105] «ft ( v) k 5-*/u$/i^yv 



(11)82000-8004 1 (P20 00-80 OJl 



[b] y^ytcom&w.jBi.. nm^^mm-hzt 
* { t-#. mm. m%%wm mu±\ *9;-jv. x 

«t 1 0 -C- 3 O'C ) T'«f £ Cl i: #T"# h . 
C0106] ft ^fL^-fb-^I^KKS^^S-r^^ 

•£\ wmtnmzist~>xm < £thti>, mm ( i ) ~ 

(5) hh\At^fih<ryyjm:^^ 




c o 1 1 o ] le-f-jisriet im-s^irr 

) T'7K$tL«.^!Kji;2. 3. 4. 6-fh7-0 

;H4*^S<7)«gSrtT-5 .1 t izX t )m-2>Z.kWX'Z 
i>. 

[01111 J; <0M&mzii. Mz.l£. < i ) y*-* 

:Jr**hy- (J. Med. Pharm. Che 
m. ) . §15^ 104 5K (1 96 2*) fcieStf)* 
ft^ft (VI ) t 2, 3, 4, 6-fh7- 

( i i ) it— Kl^-h U-f— f- (C 
arbohydrate Research)S70 

31 31 (1 979$) ffi«tf>Stfcfc*t. 
(VI ) t2, 3, 4. 6-fh7-0-7-fefyl^-a 
- D - ^VPrj t 7 / ^;pyn $ k ZMiHttm* ( 

{f. h/uxym^mmm-it^mm) . mi* k $ ^a 



[0107] *RJ6fcJ:->-C»4>#ufcfc£to (II) 

[0 108] Jl^k-^jj (V) li, «itf-«sC (V 
I) 

[0 109] 
Ut2 1 ] 



(VI) 



£«S-f&ri\ *ftv»« ( i i i ) fcgft ( v i ) t 
2, 3, 4, 6-f h7-0-TW-a-D-^ 
ntr^y^rns H»9^%Sffi4i (gjil^nn* 

Sr^ftnL7tt>cO) s 4&7>^-'7A£ CC^mj 

(^m^D^A) 0#£T(c«S;*-t2\ -^vcWHfcJ: 
0 *SIS&«S-r S =5: folate J: 0 f?-r & £ t 
S. 

[0112] t.tz6'&<Dy jLj-t^im^cnfimt 
[0113] £*Hteft (VI) Ji, Uiitf, y&jC* 

vparcft*ft^arti, ^>-t-^ • ^ - 

^SXHJ- ( J. Org. ChemK§S29^ 2 
800JU1964*) t3E«tfttrife«j\ jM^y-* 

SS&^t*' (#J*.{f. ?noO--fe'>-) £jtii*S?§8? 

7 o -xmimmizn-tz t izx vw-f&zt *>'t-# 
s. 

[0114] 4fc-(k^fl| (VI) c0Y^"^iSc2O±^ 

[0 115] 
[fc2 2] 



(12) H2 000-8004 1 (P2000-80 0JL 



OCH 9 XSlHCI 9°^ AtfJH 9" 

j6UT Ah 



ACjO 



A 



MC^PPhsh 
COCHa Y 1 





(VIII) 



[0116], Y« {±ffl»TA'ir-/uai**L. 

ttfcLfctt. 3^-fl^'J^ASrf^ffl§-lir. h=>f ^3 

(h'j7x^*X7^) rtyWJ* (ID )«# 
ftTfcSJCS*, Htt* (VII) T'*Sixl»^T-bh 

o-fe'y (viii) SrS-fbT^S— 

(VI ) Zmt&ZktfX'ZZ. 
[0117] j&RMWlZ&^X . ffiRTA^A^Bhli. 
Witf. **Mk. xf-/HL rutvws, 7>;Hs 

7D^yi> 7>3r>-«^ D8l8!cl-601i»ifc 

~4<0t?)£S:i*-t'g>. ffi&T)VJ]y4 >V&t\t. tot 
(fr-fef-zu*, roe*^;u£, 7f-'J;i/ae*. 



[0 118] *BJW#K |3-D-^3t5y 

[0119] 
[fc2 3] 




[0120] T*Sii4flBft**^. 
[01211^1 

ffcttfJl'siWe S^f-JHtA'd— X (CMC) tM)^ 
isXl/^Mi-X . 0. 5%C 
MC-THJ^ArtSSl 2ml Wl20mg!;t* 

ft. 1S¥3~5E) fcW«Jf«t»»4 (ft**: 
lOOmg/kg) L, »4«2 4«ia. 9? b$r^ 

aSM(mg/d l ) *fc*ffiUfc2 4B$|BHc»ifi3 
tlfcSlttfc. i*12 0 0g^ , )«®Bi (mg/2 
4 h r/2 0 0 g{«> fclJWLfc. tSJRU:* 1 
T**. $rJ3» 0. 5%CMCth'J^*M^ 
S^UlfFCIi, SW«i2. 0mg/24hr/20 

0 g{**T$>r)^. 

[0 122] 



(13) 12000-8004 1 (P2000-80 0JL 



361 





JMU 

(moQ4hr/200ciPW) 




[_ 7 3 8 




119 2 




t 805 




14 2 3 


mm 5 


9 8 0 




174 2 


5£££J7 


540 


m&m o 


7 29 | 


«JS«12 


1450 


8Bg«l 7 


140 7 


8 


8 6 4 


7wy^ 


3 



[0 1 2 3] m&M2 

4mmcom.is.KK- Ay a.^xiz. mmmM2 

EmcDfc^m* 4 Mfflim&S- L (ft** : i o 0 m g 
%) , JflUBfffi. ^Db>Alcg, fflJUMJ^y-fe 

[0124] jMHSliTVPa— x^-^v-^*— fe'& (ffy 

?r7^y.GHb, ISOLAB I NC. ) , MM 
Sf) , JtoM-f^yyffitiELI SAS (ELISA insuli 



*2 











4«W (mg/dl) 


187.3 ± 4.6 


304,6 ± a7 


123.2 ± 
2.4 


-^^pfcr^Aictt (%) 


6.1 ± 0.1 


7.6 ± 0.2 


4.2 ± 0.1 


(mg/dB) 


326,5 ± 14.7 


436.8 ± 18.7 


70.3 ± 3.5 


(ng/ml) 


11.5 ± 1.5 


31.6 ± 3.2 


0.4 ± 0.0 


(ml/hr/IOOe 


34.4 ± 27 


23.8 ± 1.8 


41.2 ± 7.4 




661.2 ± 77.6 


1980.0 ± 
268.9 


7.66 ± 0.8 



n kit. ft*) fcT«jeLfe. 

[0125] s^^or/pysyttELis 

(Albuwell-M. Exocell Inc.) £TaS5SU ?l"T 
f-^'J75^ (Cc r ) ^4 (V ;ml/hr) 
£$I5£U Jfiim^VT'^-ymS (Per; rag/ml) *3 
il^*? l^r-f-^yjftg ( U c r ; mg/ml ) £Jaffe' 

sua*. «ss»»6KajLfc. 

[0126]Ccr=Uc rXV/Pcr 
4 fejE««!!a»»iPJa»<OttttC 57BL/6NtL 
fc. ^(i:*2c^jii5T'*^. 

[0 127] 

[*2] 



[oi 28] mmm3 

8ji©c0ffittC 5 7 B L/K S J - 



db/db7<?X 



fc. fMBMitM2tet!5<7)'fk-^)^ 1 2aiasiwa#L 

(S-5-i: 10 0mg%) . «4>r/P7'S>-#»g^ 



(14) B2 000-800 4 1 (P2000-8 0 0JL 



co i 2 9) s^r^s^ti. ELisAittcraije 
«*^c a«ww)!js** pas mffi&rt&iwv 



«flcoHWK»BlSttKflttlrt-*t»<0*«t«« < + + > . 

<fbo«ffltM"fftfc^>*WK (+++) k tfc. &(@tt 

^W*ft**lfflB*>*S&*5 0«fO. ttl 0 0(i<0 

[ 0 1 3 0 ] tSHUiSs3*)jI 

(01311 

[»3] 



S3 









f..n/24 h/100o 


623 ± 121 


1166 ± 109 




46.00 ± 3.65 


64.S0 ± 4.35 



(0132) **^«*3»iR*ta*i'fc>wt» fS * T 

Sffi^^W^lSl- fcv vc (±. #fS 1 »H<0l'$SJ£#£&5- L 
tz. 

(0 133] 
[SM] SSit^l 

2'- (2, 3. 4, 6-f b7-0-7-fef/l'-^- 
D-T'Wt^y^W^v') -6'-bHadf^-4' 
-^f/l'7-th7a:/yl 2 0 gfc, *M*USX?y- 
;H . 2 1 i: 5 0 'J *i»**iR2 4 0 sCOM 

.mztot. mmv. s-jJvws/w^v ct>] y?y4 

2. 4g*Mi. nv-dyfm&T. mm-- wmt 

it/1 O%6&-0at2 3. 5 8g£inz., **«BE 

wtu nm*-^*s->^ 1 omikiti$it. 3- 

(5-<^V [b] 7 -2'- (0-D-7VU 

3^7/^^^) _ 6 '_bHo=Sfi/-4*-^^ 
roe*7i/y82. 4g£#l>. 

[0 134HWS: 1 52. 5-154'C 
ESI-MS(m/z) : 476 [ (M + NH 4 ) ♦] 

IRlnujol, cm"') :3560, 3510, 3 

350, 3270. 1630 

NMR (DMSO-d 6 )S:2. 24 (3H. s) . 

3. 0 0 (2H, t, J = 7. 4, »&SaRJ«>#<)M± 
HztM. HTHt. ) , 3. 1-3. 5 (7H, 
m) , 3. 71 (1H, ddd, J = 2. 0, 5. 5, 
1 2) , 4. 59 ( 1H. t. J = 5. 8) , 4. 98 



5. 1 ) , 5. 1 2 ( 1H, d. J = 4. 6) , 5. 2 
9 (1H, d, J = 5. 1) , 6. 40 (1H, d, J 
= 0. 4) , 6. 54 (1H. s), 6. 88 (1H, 
dd, J = 0. 9, 2. 2) . 7. 22 ( 1H, dd, 
J = l. 8, 8. 4) , 7. 46 (1H. d, J = 8. 
6) , 7. 53 (1H. d. J=l- 5) , 7. 93 
(1H, d, J = 2. 2) . 1 1. 90 (1H, s) . 

to 1 35] $mm2 

(1)3- (5— *W Cb] 77-^) -2"- (0 

4'-^WnW7xyy2. 50gSrT-bb>'2 
OmlClDIU KIMrU'>A2. 13g. T'J^n 
5 H 9 3 3 mg fcjn*. > 6^m^W^t^> . 

^A/y?/-^) T'ffiMtT. 3- 

[b] 77-/H -2'- (i8-D-//Wt7y^ 

-6 , -r , J;^ d fv-4'-y^7-ob-^7 

(0136] ESI -MS (m/z) : 52 1 [ (M + 
Na) + ] , 5 1 6 [ <M+NH«) ♦] 
I R (neat, cm"') :3019. 1691, 16 
09 

NMR (DMSO-d 6 ) 5:2. 28 (3H, s), 
2. 92-3. 02 (2H, m) , 3. 04-3. 32 
(6H, m), 3. 40-3. 50 (1H, m), 3. 
66-3. 74 (1H, m) , 4. 50 (2H, dt, 
J-l. 5. 5. 0) , 4. 57 (1H, t (b 
r) ) , 4. 87 ( 1H, d, J=7. 7) , 5. 03 
(1H, d, J = 4. 8) , 5. 09 (1H. d (b 
r)), 5. 16(1H, ddt, J = 1 0. 4. 1 - 
7, 1. 5Hz),5.23(lH, br),5.26 



(15)^2000-8004 1 (P2000-800JL 



(1H, ddt, J = 17. 4. 1. 7, 1. 5) , 
5. 90 (1H, ddt. J = 17. 4, 10. 4, 
5. 0) , 6. 56 (1H, s) , 6. 66 (1H, 
s) , 6. 88(1H, dd, J=0. 9, 2. 2), 

7. 18 (1H, dd, J=l. 7, 8. 4), 7. 4 
5 (1H, d. J =8. 4), 7. 49 (1H, d, J 
= 1. 3) , 7. 93 ( 1H, d, J = 2. 2) . 

[0137] (2) 3-(5-<y/[b]77-^) 
-2'- (^-D-^Dt^y^Jfj/) -6'-7* 
, J/U3f^f^-4'-^-?-;P7'Df^-7xy>'5 0 Omg 
£2. 4, 6-3!l^5mlCl*»U 
-T-fehMcT-4 0-ac^at, «WL?flr*»fejtf-A. 
?DO*;M-Hi4 m g^*;nD^^yo. 5m 

iiS*g£arF-f&. -4 0-cci^ra, acwcsa-c 

1. 5B$fSHi#-f&. RJE?S£#1 0^^x^H*(ca 

T'fifgiU 3- (5-OV [b] 75-;W - 2'- 
( 6 - O h df isjftistf - jv- fl-D-fiUaVyy 

*7i7y487mgHII>. 

[0 1 38] ES I -MS (m/z) : 5 79 [ (M + 
Na) ♦] 

IR(neat, cm-i) : 3401, 1751, 16 
09 

NMR (DMSO — d 6 ) $ : 2. 27(3H, s), 

2. 92-2. 99(2H, m), 3. 02-3. 32 
(5H. m), 3. 57-3. 62 (1H, m) , 3. 
64 (3H, s), 4. 13 (1H, dd. J = 6. 

8. 11. 4) . 4. 38 ( 1H. dd, J=l . 7, 
11. 4), 4. 50 (2H, dt. J = 5. 0, 1. 
5), 4. 91 (1H, d, J = 7. 7), 5. 16 

(1H, ddt, J = 10. 6, 1. 8, 1. 5), 
5. 2 1 ( 1H, d, J = 5. 0) , 5. 26 ( 1H, 
ddt, J=17. 4, 1. 7, 1. 6) , 5. 35 

(2H, d. J = 5. 7), 5. 8 9 ( 1H, ddt, 
J=l 7. 2. 10. 6. 4. 9) , 6. 57 ( 1 H, 
s) , 6. 61 (1H, s) , 6. 87 (1H, dd, 

" J = 0. 9, 2. 2), 7. 16 (1H, dd, J = 
1. 8. 8. 4) , 7. 45 ( 1H, d, J = 8. 



4) , 7. 47 ( 1H. s) . 7. 93 ( 1H. d. J 
= 2. 0) . 

[0139] (3) 3- (5 [b] 
-2'- (6-0-^h^#/MfX/U-/3-D-?7U 

^7D^7zyy470mg^7th^MiMm 1 
MMffU -Jgftt"^ ( h * >) ;\*^ 

^A(II) 17. 7mgt=^i7>'t-'7A3 19 

u ipa*aB»tfea. sistc^sex^i;*?-;^ 

^ix&W&*i/V*) / r>V*i=7J>.'7u-?hy7 7 -f- (j§ 
?UD*W^^y-;l.) T-»S?LT. 3- 
(5-^yy [b] 77-/W -2'- (6-O-^h 

6* — b Hndf v' — 4 ' -/f;l/7Dt^7xyy3 7 0 
m g £ff=6 . 

[0 140] ES I-MS (m/z) :539[(M+ 
Na) + ] , 534 [ (M + NH,) ♦] 
IR(nujol, cm->) : 3200-3500, 1 
7 14 

NMR (DMSO-d 6 ) d .2. 23 (3 H, s), 

2. 99 (2H, t, J = 7. 4), 3. 14-3. 4 
2(5H, m), 3. 65(3H, s), 3. 63- 

3. 69 ( 1H, m) , 4. 16 (1H, dd. J = 
6. 6, 11. 5), 4. 39(1H, dd, J = 2. 
0, 1 1. 5) , 5. 02 (1H. d. J = 7. 5) . 

5. 25 ( 1H, d, J = 5. 0) . 5. 37 (1H. 
d, J = 5. 3) , 5. 39 ( 1 H. d. J = 5. 

3) , 6. 42 (1H, s) , 6. 50 (1H, s) , 

6. 88(1H, dd, J = 0. 9, 2. 2). 7. 2 
0(1H, dd, J=l. 7, 8. 4), 7. 47(1 
H, d, J=8. 4) , 7. 5 1 ( 1H, d, J=l. 
3) , 7. 93 ( 1H, d, J = 2. 2) . 11.80 
( 1H, s ) . 

[0 14 1]«fc«3-9 

( i ) 88&W2- ( 2 ) tnmzLx. nmnmmit 

[0142] 
[«4] 



( 1 6) B2000-8004 1 ( P 2 0 0 0 - 8 0 OJL 



£4 



CH 




No. 


R 1 




3-(l) 


CHjCHgOCO- 


PAB-HS (m/z): 57lC(M+H)*3 
IR (neat, cm 1 ): 3397, 1747, 1697, 1609 
NWRCDHSO-dft) fi:l.l5(3B, t, J=7.1), 2.28(3H, s). 
2. 92-2. 99 (2H. m), 3. 32-3. 34 (5H. n), 3.6H1H. n), 
4.05(2H, q, J-7.1), 4.1K1H, dd, J=7. 0, 11.7), 
4.37(1H, dd. J-1.7, 11.7), 4.55C2H, dt. J=4.9. 
|.5). 4.9K1H, d, J=7.7), 5.16(1H. ddt. J=10.6. 
1.8, l.B), 5.19<1H, d. J=5. 1), 5.25UH, ddt, 
J=17.4, 1.8. 1.7). 5.38<2H. d, J=5.5), 5.89UH, 
4dt, J-=17.2, 10.6. 4.9), 6.58(1H, s). 6.63UH. 
s), 6.87(1H. dd, J=0.9, 2.2). 7.16(1H, dd, 
1=1.7. 8.6). 7.450H. d, J=8.6). 7.47(1H, m). 
7.93(IH, d, J=2.2) 


4-(l) 




ESI-tfS (a/z): 602 [0M<H4) + ] 
IR(neat, cof 1 ) : 3402, 1747. 1697, 1609 
NMR(DMSO-d«) B :0.83(3H, t, J=7.6). l.E4( 2H, m), 
2.28(3H. s), 2. 92-2. 99 (2H, bi), 3. 03-3. 32 (5H, m). 
3.60(1H, m), 3.96(2H, dt, J=1.3, 6.6), 4. 1K1H, 
dd. J=7.0. 11.7), 4.37C1H. dd, J=1.7, 11.7). 
4.50(2H, dt. J=4.9. 1.5), 4.9K1H. d, J=7.7). 
5. 16(1H, ddt. J=10.6, 1.8, 1.5). 5.21(1H d. 
1=5.1), 5.26(IH, ddt, J=17.2. 1.8, 1.7). 
5.35C2H, m), 5.89(1H, ddt, J=17.2, 10.6, 4.9), 
6.58C1H, s), 6.62UH, s), 6.87UH, dd. J=0. 9, 
2.2), 7.16UH, dd. J=l.8, 8.4), 7.45QH, d, 
J=8.4>, 7.47UH. d, J=2.0). 7.93UH, d, J-2.2) 



[0143] 



(17) §2 000-80041 (P2000-80 0JL 



S5 





9mm 

No. 


R 1 




Ml) 


Me 

VrOCO- 
Me' 

■ 


ESI-MS (n/z): 602[QH««n 
IR(neat, cm" 1 ): 3400, 1743, 1698, 1609 
HUROJKSO-d,) d U. 15, 1. 17C3H each, both d, J» 
6.5). 2.29 (3% s), 2. 93-2. 99 (2% a). 3.03- 
3.30(5% a), 3.60(1% ddd, J=2.0. 7.0, 9.0), 
4.10(1% dd, J=7.0. 11.5), 4.35(1% dd, J«2.0 
11. B), 4. 50 (2% dt, J«6. 0, 1. 5), 4. 70 (1% 
tieptet, J=6.6), 4.91(1% d, J-7.5), 6.16(1% 
idt, J=10.5. 3.6, L5). 5.18(18, d, J=5,5). 
5.26(1% ddt, J=17.5, 3.5, 1.5). 6;*4(2% d. 
r=5.5), 5.89(1% ddt, M7.0, 10.5, 5.0).. 
6. 57 QH. s). 6. 63 (1H. s), 6.87(1% dd, J«1.0, 
2.0), 7.16(1% dd, J=L5, 8.5), 7.4$(1% d, 
J=8.5), 7.47(1% d, J=1.5X, 7.93(1% d, J-2.0) ! 


6-<l) 




ssms (■/*); 6i6Ca^Maj + ] 

IR(nujol, cm*) : 3470, 3280, 1750, 1700 
NRCDIlSO-d.) 6:0.84(3H, t, J=7.3), L 27(2% a), 
1.61(2% a), 2.28(3% s). 2.96(2% b). 3.0- 
5.4(5% a), 3.60(1% a), 4.00(2% dt, J=1.0, 

5.6) , 4. 11 OH, dd, J=6.7 1L6), 4.37(1* dd, 
J=1.7, 11.5), 4.50(2% dt, J-4-9, IjS), 4. 91 OH, 
i, J*7.7), 5.16(1% ddt, J=10.5, 1.7, 1.5), 
5.20(1% d, J=5.1). 5.25(1% ddt, J«17.3, 1.7, 

1.7) . 5 .34(1% d, J=5.3), 5.35(1% d, J=5.7), 
5.89(1% ddt, J=17.4, 10.5, 5.6), 6,58(1% «), 
5.63(1% s), 6.87(1% dd, JKI.9, 2.2), 7.16(1% 
dd, J-1.7, 8.4), 7.45(1% d, J*8.5). 7.46(1% d. 
1=2.0), 7.93(1% <l J=2.2) 



[0 144] 



[fS6] 



(18)12000-8004 1 (P2000-800JL 



*6 



VO— 1 


— n 


saw 

No. 


R 1 


*tttt# 


7-(l) 


CH3OO- 

• 


PAB-US (n/*): 541C0I+H)*] 
IRCneat. erf*>: 3400, 1741, 1700 
«R(DK0-iU) 5 :1.95-(3R e). 2.29(3H, s).,2.95- 
3.02C2H, m). 3.03-3.32(5H. ■). 3.56-3. 62UH, 
n). 4.02UH. dd. >7.1, U.9), 4.32UH, dd, 
J=1.8. 11. 9>, 4.50(21. dt f J«5.0, LB). 
190 (1H d, J=7.5), 5.17UH, ddt, J-10.6, 1.8, 
L5), 5.20UH. d, J=4*9). 5.26(1H, ddt f J-17.4, 
1.8. 1.7). 5.30(111 d. J=5.5). 5. 3$ (1H. d. 
J=5.6), 5.90UH. ddt, J»17.2. 10.6. 5.0), 
6.58UH, s). 6.62UH, s), 6.87UH, dd. J=0.9> 
2.2), 7.16UH, dd, J=1.7. 8.4), 7.45(1H. d. 
1=8,4), 7. 48 (in d, J-1.7), 7.93 (Ul d. J*2.2) 


8-(l) 


130^°°°- 


ESH6 (n/x>: SlSCOWttU^ 
IRfoeat, c» _1 ): 3400, 1750, 1700 
«ffi(DyS0-d«) S : 2.280H. a), 2.9-3.4<7H, ■), 
3.22C3H. a), 3.48(2H,»). 3.60(111 *). 4.1K1H. 
n). 4.13(211 ■). 4.38UH. a), 4.50C2H. dt. 
J=4.9, 1.6), 4.9K1H, d. J-7.7), 5:i6(lH. a). 
5.19(1H, d, J=5,l), 5.26UH. a), 5.34(111, d, 
J=5.5), 5.35UH. d, J=5.5), 5.89UH, ■), 
5.57UH. s). 6.63(1H, 5), 6.870B, dd. J=0.9. 
2.2>, 7. 15(111 dd, J-i.8, 8.6), 7.45(1H, d. 
J=8.6), 7.47(ia d, J=2.3), 7.93UK, d, J=2. 2) 



[0 14 5] 



[*73 



(19) 32 000-8004 1 (P2000-80 0JL 




No. 


R 1 




Ml) 


CHjOCHgCO- 


BSMS <■/«): 588EQMW4)*] 
[R(neat, cm*): 3409, 1755, 1699, 1609 
m OMBO-dJ 6 : 2. 29 (3H, s) , 2. 94-3. 00 (2H. 
i), 3.03-3. 34(5H. a). 3.23(3H, s), 3.68- 
a.64(ia ■), 3.93QH. d. J-16. 6), 4.01UH. 
1 >16.7), 4.12UH. dd, J=6.9, 11.7), 
4.40OH. dd, J=1.8 11.7), 4.S0(2H; dt, 
J-4.9. 1.5), 4.930H. d, J*7.5), 6. 16UH. 
idt. MO. 6, 1.8, 1.5), 5. 21 (IB, d. 
J»5.5), 5.26C1H, ddt, J-17.4, 1. 8, 1.7). 
5.33C2H. n). 5.89(1H. ddt. >17.4, 10.6. 
5.0), 6.58UH, «). 6.62UH, s). 6;87(1H, 
id, J=0.9, 2.2), 7. 17 OH. dd. J=l;7. 8.4), 
7.45CIH, d. J=«.4), 7.48UH, d. J«1.6), 
7.93UH. d. J=2.0) 



[0146] (2) RJSW2- (3) fcRHJMcLT. * [0147] 
8~~ 1 1 KttOfc&ttSrft* . [«8 ] 



(20) 32000 
*8 



-80041 (P2000-800JL 







OH 0 




CH 3 ^ 


/oh y 


No. 


R 1 . 




3- (2) 




rArHIS fa/z): 531 LUt+H; J 
IRCmijoL ca 1 ): 3300-3500, 1733 
KMR(M4SCKd*) 6 : 1. IB (3% t. J=7. 1), 2. 24(3% 
s), 2.99(2% t, J-7.4). 3.14-3.42(6% m), 
3.62-3.69(1% n). 4.06(2% q, J-7.1). 4.14(1% 
dd, J=7.0, 11.7), 4.38.(1% dd, J«SL2, 11.7), 
5:02{1H, d, J=7.3), 5.24(1% d, J=4^8), 
5.36(1% d, 1=5.5), 5.38(1% d, J=5.3), 
5.41(1% s). 6.51(1% s), 6.87(1% dd, J=0.9, 
2.2), 7.20(1% dd. >1.8. B.4). 7.46(18. d, 
J-8.4), 7.51(1% d, J-l.3), 7.93(1% d, 
J=2.2), 11. 8(1% s) 


4- (2) 


CH 3< a, 2>2 0(?0 ~ 


KCaeat. en" 1 ): 3432. 1746. 1631 
HWOasO-de) 6:0.83(3% t, J=7.4), 1.55(21 
2.24(3% fi), 2.99(2% t, J«7.3). 3.16- 
3.33(3% n), 3.39(2% a), 3.66(1% a), 
3.97(2% t, J*€.6). 4.14(1% dd. J=6.8, 11.7). 
4.38(1% 0), 5.02(1% d, J-7.3), 5.25(1% d, 
J-4.8), 5.37(1% d. J*6.3), 5.40(1% d, 
J=5.1). 6.41(1% s), 6.52(1% s>. 6.87(1% dd, 
JMJ.9, 2.2), 7.20(1% dd, JH.7. 8.4). 
7.46(1% i J«8.4), 7.51(1% d. J-1.3), 
7.93(1% d, J=2.2), 11.8(1% s) 



[0 148] 



(21) 82 000-80041 (P2000-80 0JL 



*9 



- — 1 


mm 

No. 


s 1 




5-(2) 


Ma 

)—OCO- 

• 


JSMIS (m/z): 562COW3 

[RCnujol, erf 1 ): 3603.5489, 3421, 3291, 1711, 

1619 

tflftfflUSO-dc) 6 H 15. 1 17(3*1 each, both d. J= 
5.6), 2.25C3H. s), 2.99(2H t, J=7.5), 3.17- 
3.42(SH, ■). 3.64(1H. ddd. J-2.0, 7.0, 9.0).. 
4.12UH, dd, J=7.0. 1L5), 4L36(1H, dd, J=2. 0 
11.5), 4.7K1H, heptet, J=6.5), 5.02(1H, d. 
J=7.5), 5.24UH, d, > 5.0). 6.37, 5.40UH 
each, both d, J=6.5), 6.40, 6.52 (1H each, both 
b), 6i88<lH, dd, J»1.0, 2.0), 7.20 (IK, dd. 
J-2.0, 8.6). 7.46UH. d, J=8.5), 7.61(11 d, 
J=2.0), 7.93UH, d, J=2.0). 11.80<1H. s) 


6-(2) 


CH 3 (CH 2 ) 3 oa>- 


SSI-fcES (m/z) : 576[0Wffl 4 ) 4 3 
IRCmijol, cif 1 ): 3400, 1745, 1630 
WLl3m0-*J 5:0.83(3H. t, J»7.3), 1.27(2H, ■), 
1.51( 2H, ■), 2.24(311, s), 2.99(2H, t. J=7.6), 
3.1-3.4(5H, n), 3.66UH. 4.02(23. t, 
J=6.6), 4.14(1H. dd. J=6.8 11.5), 4.38-UH, dd, 
J=L6, 11.6). 6.02OH, d, J=7. 5). 5.240H, d. 
J=4.9). 5.37UH. d, J=5.3), 5.39UH, d, J=5.1). 
5.41UH, a). 6. 52 UK, s), 6.87UH, dd. J=i.l, 
2.2), 7.20(1H, dd, J=1.7 f 8.6), 7. 46 (IK, d, 
J=8.6). 7. 51 (1H. d. J«L3). 7.93UH. d, J=2.2), 

u.eouH. s) 



[0 14 9] 



[110] 



(22) B2 000-8004 1 (P2000-80 0JL 



*1 0 



X 

1 


OB 0 

4 


No. 


R 1 




7-0) 


CHoOO- 

■ 


a. p. (»*££*» 
FAB-MS Wx): 523[OW0 t j 
IR(mijql. cn 1 ): 34CMW500, 173B, 1713 
fflffiCttBCHi,) fi :1.97<3H. s). 2.26(3H, s), 
2.99(2H t, J=7.7), 3.14-3. 49 (6H. ■). 
3.63UH, n), 4.03(111 dd, J=7. 1. 14.3), 
4.44UH. n), 5.01 QH, d, J«7.5), 6.2SUH. 
£ J=4.8). &33UH, d, J=5.5), 5.39UH, d, 
J«5.1), 6.4K1H, s), 6.61 (1H, s), B.88UH, 
id, J=0.9, 2.2). 7.2K1E dd, > 1.8. 8.4), 
7.47(1H, d. 1*8.4). 7.52(ia d, J« 1.3). 
7 A4 ftIL d T=2 2). 11. 7(1H. a) 


8-(2) 




3SI-HS (■/*): 578t(WiO*3 
Dt(neat, ca* 1 ): 3430. 1760. 1630 
«R0NSO-<i«) 6 : 2.24(3H, s). 2.99C2H. t. j= 
7.3), 3.1M.45CH, a), 3;2i(3H, s). 
3.48(2H.m). 3.63UH, n), 4. 14(3% 
■),4.40(1H, dd, J-1.9, 11.4), 5.02UH, d, 
J*7.3), 6.23(1H. d, J=4.9). 5.36 (lfl, d. 
1=5.3), 5.38UH, d. J=5. 1). 6. 41 OH, d. 
1=0.7), 6.62<1H. d. J-0.7). 6.87UH, dd, 
J-1.1, 2.2). 7.20UH, dd. J=1.8. 8.4). 
7.46UH, d, J=8.4), 7. 51 <IH d. >L1), 
7.92<1H. d. J=2.2), 11.8008, s) 



[0 150] 



(23)12000-8004 1 (P2000-800JL 



*1 1 




No. 



9-(2) 



a^oa^co- 



a.p.: 

3SMS (n/i): 54&tQHffl 4 r] 
OtOmJol, en*): 3475, 1751, 1630 
•ECDMSCHU) i • 2.25<3H. s). 2.99C2H. t. J- 
7.5), 3. 15-3. 42 (5a ■). 3.24(3H, s), 3.67(IH. 
■). 3.96UH, d, J=16.5), 4. 02 (IK d, >16.7). 

I. 14(1% dd. J=6.9, 11.7). 4.42(1% dd, J=L7| 

II. 7), 5.02 (1H. d, J-7.3), 5.26(1H, d, 
H-8), 5-36<lH, d. J-S.5), 6.39( ID, 4 
r-5.3), 6.4KIE s), 6.B0(1H. s), 6.88(1H. 
Id. J=0.9. 2.2), 7.20OH. dd, J-1.7, 8.4). 
7.47(1H. d, J-3.4). 7.6K1H. d, J-1.6). 
7.94(1H. d, J-3.2), U.76(1H. a) 



[oi5i]ieewio 

3- ( 5-O-V* [b] 7 7-/W -2'- (/3-D- 

^ne7/x;my) -6'-tmy-4'-^ 
^-/PrDtf^-^i y y4 0 0 m si h V*^)V*)VYT 

>-->7A2 2mg£fln;i. M*ST' 1 B*ISJf*¥-f & . 

1: ?nn*M/^^/-^) 3- (5 

[b] 7 7- -2'- (4, 6-o-(i 

=*>') - 6'-tKaJfy-4'-^Wnt^7xy 
>-320mg£#£>. 

[01521ESI-MS (m/z) : 537 [ (M4- 
Na) ♦] , 5 1 5 [ (M + H) *] 
IRfnujol, cm" 1 ) :3423, 1 631 
NMR (DMSO-d 6 ) d : 1. 40 (3H, s) , 
2.2 5 ( 3H, s ) , 2. 
5) . 3. 23 ( 3H, s ) 
H. m) , 5. 1 8 ( 1 H. 
8 ( 1 H, d, J = 5. 3 ) , 
= 5. 7 ) , 6. 4 1 ( 1 H, 
s) , 6. 84 ( 1H. dd, 
J= 1 
4) 



84 ( 1H 
7. 19 ( 1 H, dd 
7 ( 1 H, d, J =8 
= 1. 3), 7. 94 (1H, 
1 . 7 ( 1H, s ) . 

[0153] wmm 1 1 



99 (2H, t. J = 7. 
, 3. 26-3. 82 (8 
d, J = 7. 7) . 5. 3 
, 5. 6 1 (1H, d, J 
s) , 6. 55 ( 1 H, 
J = 0. 9, 2. 2 ) , 
7, 8. 4) , 7. 4 
7. 5 1 ( 1 H, d , J 
d. J=2. 2) . 1 



(1)3- (5-<y/[b] 77-/1^) -2'- (/3 
-D-^e7yy;Wy) -6 , -bh'n3f>— 
4'-^f;l'7D^7x/yi. 8 7 g£>-':?nn;>< 
^y36ml izmmt, m&T-p - h/Pxyx/W*^!? 

7 8 m g 2: < VXTlVft. Y i?* f-lVT-t? —>V 9 3 0 
mgfcfllU.. SSa-Cl • 5BtHj}ff#-r£. ig&fc©* 

;nD*;U/7-feby)t*SIU. 3- (5-<> 
> /[b]77-W-2'- (4, 6-O-O^Ut 
y-^-D-//Wt7;y;Wy) -6'-tKo 
^y-4'->Woet7i/y2. 03g£*# 

[0 1 54 ] ES I -MS (m/z ) :569[(M+ 
Na) ♦] , 547 [ (M+H) ♦] 

IR(neat, cm" 1 ) : 3450, 1631 
NMR (DMSO-d 6 )S:2. 09 (3H, s), 

3. 01 (2H, t, J = 7. 4), 3. 34-3. 4 

8 (4H. m) , 3. 58-3. 70 (3H, m) . 

4. 23 (1H, m) , 5. 22 (1H, d, J = 7. 
7) . 5. 5 1 ( 1H, d, J = 4. 9) , 5. 59 

( 1H. s ) , 5. 64 ( 1H, d, J = 5. 5) , 
6. 42 (1H, s), 6. 59(1H, s), 6. 9 
0 (1H, dd, J = 0. 9, 2. 2), 7. 22(1 

H, dd, J = l. 8, 8. 4), 7. 36-7. 53 
(7H, m), 7. 95 (1H, d. J = 2. 2). 1 

I . 80 ( 1 H, s ) . 

[0155] (2) 3-(5-^y/[b] 77-/H 



(24) 82000-8004 1 (P2000-80 0JL 



-2'- (4. 6-O-^.y'J»Jfy-0-D-^tUa 
h*7 / x) - 6 ' - 1 K 4 ' -*^)VT 
ot*7j-7xyyi. 00g£N, N-y7f;l/*^A7 
SHI Om H3§jffU A SrV-/U747mg. t- 
7 r f-;U^f-;U^oo>'7>'8 2 7mg$rjDi.r. 3$ft 

yymm^i-^) x-mmtx , 3 - < 5 -ov c b ] 

7 7-/H -2'- ( 3 - O - 1 - *lr)Vi/ U 

-4'-^f/l'7 , DW7x/yi. 0 6g£#&. 
[0156] FAB-MS (m/z) : 7 97 [ (M + 
Na) ♦] 

IRInujol, cm-i) : 3459, 1691. 1 
6 10 

NMR(DMSO-d 6 )S:0. 01 (3H, s ) , 
0. 08 (3H, s) . 0. 18(6H, s), 0. 8 
6(9H, s) , 0. 89(9H, s), 2. 28(3 
H. s), 2. 93-3. 02 (2H, m). 3. 04 
-3. 15 (2H. m) , 3. 28 ( 1 H, m) . 3.. 
44 ( 1H, m) , 3. 62 (2H, m) , 3. 74 
(1H, t, J = 8. 8), 4. 1 8 ( 1H. m) , 
5. 18 (1H, d, J = 7. 9), 5. 56 (1H, 
d , J = 7. 0), 5. 58 (1H, s ) , 6 . 40 
(1H, s ) , 6.71 (1H, s ) , 6.88(1 
H. dd, J = 0. 9. 2. 2). 7. 17 (1H, d 
d, J = l. 8, 8. 6) , 7. 36-7. 49 (7 
H, m) , 7. 9 3 ( 1H. d, J = 2. 2) . 
[0 15 7] (3) 3-(5-<y/[b]77-/H 
-2'- (3-0-t-yf-;U-y^f-;U^'J;U-4, 6 
- O - y is U x > - /3 - D - 3 b" 5 -/ v7M" * 

-6'- t-rf7P;Ax^uS' , j"/M-=*i'-4 , -y. 

f;l/7PW7x7>l. 04g$rh°U v>-5. 4ml 

wbwl. ii*^2. 7 m i ^jni.. m§x—mm$ 
-r-s. %jm* i o%^^x>-s!7Wca#\ mt^fr 
x-mm-tz. ^mmz*. $mmw*x'mmk. 

it&£g*U 3- (5-<yV[b] 77-/K - 
2'- ( 2-o-r-fe^-;P-3-o-t-yf-;Ux^f- 
/l^U/P-4, 6 -O-'O^'Jt^-^ -D-^/Ur? 
t5 y j^M"^ ) - 6 ' - 1 - 7*f-/uy.>< f-/!^ U ;u 
«y-4'-^f/l'7nW7i/yi. 0 9g£# 

[0 1 583 ES I-MS (m/z) : 840 [ (M + 
Na) ♦] 

IRfneat, cm"') : 1753, 1705, 16 
09 

NMR (DMSO-d 6 ) S : - 0. 04 (3H, 

s) , 0. 00 (3H, s) . 0. 17 (3H, s) , 



0. 17 (3H, s) , 0. 78 (9H, s ) , 0. 8 
6 (9H. s) , 2. 02(3H, s), 2. 28(3 
H, s), 2. 80-3. 02 (4H, m) . 3. 62 
( 1H, t. J = 9. 0) . 3. 70-3. 85 (2 
H, m). 4. 04 (1H, t. J = 9. 2). 4. 2 
9(1H, dd, J = 3. 7, 8. 8), 4. 93(1 
H. t. J = 9. 0) , 5. 38 (1H, d, J = 8. 
1 ) . 5. 65 ( 1H, s ) , 6. 42 ( 1 H, s) , 

6. 65(1H, s), 6. 90(1H, dd, J = 
0. 9, 2. 2) , 7. 15 (1H, dd, J = l. 
8, 8. 6), 7. 37-7. 47 (6H, m) , 7. 
50(1H. d, J = 8. 6), 7. 94 (1H, d, 
J = 2. 2) . 

[0 159] (4) 3- ( 5-^yV [b] 77^/H 
-2'- (2-0-T-fef-;l—3-0-t-7'f-^^ 
^v-l>^-4. 6-0-^yx'Jf>-/3-D-^ 
3^7/^^^) -6'-t-7f/^f;^'J 
^y-4'-yf;i'7Dt^7xyyi. 0 7g£ 

fh5tK077y2 3mltii2. 3ml?)lM 
tolfi?U f b 7 - n - 7f ;l/7 y t-7 A 7/W ij H 
6 8 5 m g fcjil* . MifiT 2 5 ■?» . RRMim 

*gu n^tifcmmzwm*i-Mz®MLxx.Mz& 
<\ ^mmiym. mm^tx. 3 - (5 

-^>y*[b] 77-/H -2'- (2-o-r-fef-;P 
-3-o-t-7"f-;P> ; y^;^ , ;;P-4, 6-0-^ 
yv-'Ury-^-D-^r/f^y^^^) -6' 
-t Hn^y-4'-^f^7DW7x/y9 68m 
g£#&. 

[0160] FAB-MS (m/z) : 725 [ (M+ 
Na) ( ] 

IR(neat, cm"i) :1753, 1634 
NMR (DMSO-d 6 ) 5- : - 0. 05 (3H, 
s), 0. 00 (3H, s), 0. 78(9H, s), 
2. 03 (3H, s), 2. 24 (3H, s), 2. 9 
2-2. 99(2H, m), 3. 05-3. 11 (2 
H, m), 3. 60 (1H, t, J = 9. 1), 3. 7 
2(1H, t, J = 9. 3), 3. 77-3. 85(1 
H, m), 4. 04 ( 1 H, m) , 4. 27 (1H, d 
d, J =4. 2, 9. 2), 4. 95 (1H, t, J = 
8. 5), 5. 46 (1H, d, J = 8. 1), 5. 6 
4 ( 1H. s) , 6. 42 ( 1H, s) , 6. 52(1 
H, s), 6. 89 (1H, dd, J = 0. 9, 2. 
2), 7. 20 (1H, dd, J - 1 . 7, 8. 3), 

7. 36-7. 46 (5H. m) , 7. 50 (1H. 
d, J=8. 3) , 7. 5 1 ( 1 H, m) , 7. 94 

(1H, d. J = 2. 2) , 10. 7 (1H, s) . 

[0161] ( 5 ) 3 - ( 5 -^yV [ b ] 7 v=-lV) 

-2'- (2-o-r-fe^-;u-3-o-t-yf-;Uvy 

1-}lrzsV/U-4, 6-0-<yy | Jfy-j3-D-/yl/ 
r?e^yi/;M-df->) -6'-t HoJfi^-4'-y^;l/ 
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7-nW7iyy9 58mg£ifiK3 5m 1 fc»HU 
*4mU p-h;Hy^*yS7 5mg£j0;LT. 
£&T"4 BISffltfWi. RiKfc£**7 OOmlCft 

3- ( [b] 77-;H -2'- <2- 

o-7^^^7^-i8-D-^;^:^t5yy/^:5^*l<') - 

6'-t ' -^f/l/7ot'^"7xyy4 2 0 

mg£f#£. 

[0 1 62] US: 16 0T>-<»*fc:»K) 
ESI-MS (m/z) : 5 18 [ (M+NH 4 ) ♦] 
IR(nujol, cm" 1 ) : 3100-3510, 1 
752 

NMR (DMSO-dj) fi: 1. 99 (3H, s), 

2. 2 2 ( 3 H , s ) , 2. 90-2. 9 7 ( 2 H , 
m), 3. 03-3. 11 (2H, m), 3. 21- 

3. 31 ( 1H, m) , 3. 42-3. 53 (3H. 
m). 3. 72 (1H, m), 4. 67 ( 1 H, t, J 
= 5. 6) , 4. 78 (1H, dd, J=8. 2, 9. 
5) . 5. 20 ( 1H, d, J = 8. 1 ) . 5.28 
(1H. d, J=5. 3), 5. 3 6 ( 1H, d, J = 
5. 5) , 6. 39 (1H, s) . 6. 52 (1H, 
s) , 6. 88 (1H, dd, J = 0. 9, 2. 2), 
7. 18 (1H, dd, J=l. 7. 8. 4), 7. 4 
7 (1H, d, J=8. 4), 7. 50 (1H, d, J 
= 1. 3) , 7. 93 (1H. d. J = 2. 2) , 1 
0. 86 ( 1H, s ) . 

[0 16 3] SStMl 2 

(1)3- ( [b] 77-/H -2'- 

(4, 6-o-o-yyx>--/3-D-^3tr5y^ 

^dfv') - 6'-hHn^^-4'-^^-;PrDtr^-7 

x.S>2. 02g$'t , 'Jyy20ml|;WL. 

K2. 2 7sS-JPx, SiST'4. 5B#r H Wtt&. 5cJE 

atiox»?iyiwcicar, BMBx^Twaif 

4. «gif £7K8fc, tt*t& ?8«*e±U, 3 - ( 5- 
^yV[b]77-/l/)-2'-{2, 3-x-O-T 
-fef-;P-4, 6-0-0^"yf r ^->3-D-^;UrJt 
7/y;mi/) -6'-T-feh^r>— 4'-X+)V7u 
Wi7V2. 3 7gSft4. 

[0 1 64] Mbft : 2 0 0-203'C 
ES I -MS (m/z) : 690 [ (M + NH,)*] 

IR (nujol, cm-i) : 1 764 , 1747, 1 
699. 1 6 1 9 

NMR (DMSO-d 6 ) d : 1 . 94 (3H. s), 

2. 01 (3H, s). 2. 02(3H, s )., 2. 3 
4 (3H, s) , 2. 87-3. 03 (4H, m) , 

3. 76 ( 1H, t, J = 9. 9), 3. 90 ( 1 H, 
t, J = 9. 4) , 3. 97 (1H, dd, J=4. 

5. 9. 9), 4. 44 (1H, dd, J = 4. 6, 1 



0. 0). 5. 07 (1H, dd, J = 7. 9, 8. 
1) , 5. 40 (1H, t, J = 9. 4) , 5. 63 

(1H, s) , 5. 68 (1H, d, J = 7. 9) , 
6. 74 (1H, s), 6. 91 (1H, dd, J = 
0. 9, 2. 2) , 7. 00 (1H. s) , 7. 17 

(1H, dd, J=l. 8. 8. 6) , 7. 39 (5 
H, s) , 7: 49 ( 1H, d, J = l. 3) , 7. 5 
1 (1H, d. J = 8. 4). 7. 95(1H, d, J 
= 2. 2) . 

CO 16 5] (2) 3- (5-^y/[b] 77^U) 
-2'- (2, 3-V-0-T^)V-A, 6-0-< 
yyUxV-^-D-^ah-^y^/^df^) -6" 
-7-feh^i/-4'->f/P7-De^7xyy2. 04 
g£I£®?6 Om HCJgjgU *6ml fcp- WUxyx 
;P*>^5 8mgSrjD^.T. ^T2 0«flB«fH--&. 
R^Sr**8 0 0 m 1 1 ^SiSB Lfc», ft 

y-/W) T'ftiSLT. 3- (5-0/[b] 75- 

;P)-2*-(2, 3->-'-o-r-tf-;p->s-D-^ 
^3f7/y/Wy) -6'-T-fch= 3 E-i--4 , -;><^- 

;l'7nft7i7>'l. 7 2g£ff£> <> 
[0 1 66] ES I-MS (m/z) :602[(M+ 
NH 4 ) ♦] 

IR(nujol, cm-i) :3404, 1751 
NMR (DMSO-d 6 ) 5: 1. 87 (3H, s) , 

2. 00(3H, s), 2. 00(3H, s), 2. 3 
1 (3H, s), 2. 84-3. 11 (4H, m), 

3. 48-3. 57 (2H, m), 3. 64-3. 77 
(2H, m) , 4. 77 ( 1H, t, J = 5. 8) , 

4. 89 (1H, dd, J = 8. 1, 9. 7), 5. 1 

0 (1H, t, J = 9. 7), 5. 50 (1H, d, J 
= 8. 1). 5. 59 (1H, d, J = 5. 7), 6. 
70 (1H, s), 6. 89 (1H, dd, J = 0. 
9, 2. 2) , 7. 00 (1H, s) . 7. 16(1 
H, dd, J = l. 5, 8. 5), 7. 47-7. 50 

(2H, m), 7. 94 (1H, d. J = 2. 2). 
[0167] $»j 1 3 

(1)3- ( 5 -Kyy [b] 77-/P) -2'- 
(2, 3-i/-0-T-fef-^-4 , 6-O-^yy'Jf 

y-ys-D-^ne^y^;^^^-) -6'-r-feh 

Jfx-4'-^f/l'7PW7iyy6 7 lmg?;fh 
7h Ko77y5m 1. ^<^y-;P5m 1. *0. Ira 

1 ommizmmL. WM4 1 9mg^in^r, 
omrsum-tz. sjca**tar. *Bxf7i/cj*ai 

m ■. ^vy/jBimx+ju) vmmL-z. 3- ( 5-< 
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yV [b] yy-i\>) -2'- (2. 3-^-O-r-fe 

f-;u-4 . 6-o-<y^'J-f >-/9-D-//W3b7 

yv-^yj-dfv') -6*-t Hndrx-4'-^^/l'7 - Df 
^7x/y4 1 0mg£*#£>„ 
[0 1 683 SUS: 187-189*0 
ESI-MS(m/z) : 648 [ (M + NH,) ♦] 
IR(neat. cm"i) :1754. 1633 
NMR (DMSO-d 6 ) J : 1. 97 (3H, s), 
2. 01 (3H, s), 2. 25(3H, s), 2. 9 
0-2. 9 8(2 H, m) , 3. 01-3. 09 (2 
H. m) , 3. 76 (1H, t, J = 9. 9) , 3. 8 

8 (1H, t, J = 9. 4) , 3. 95 (1H, dd, 
J = 4. 6, 9. 5), 4. 3 2 (1H, dd, J = 

4. 6, 10. 1 ) . 5. 0 5 ( 1H, dd, J = 7. 
9. 9- 3) , 5. 40 ( 1H. t, J = 9. 3) , 

5. 63 (1H. s), 5. 63 (1H, d. J = 7. 
9) , 6. 43 ( 1H, s) . 6. 53 ( 1H, s) , 

6. 90 (1H, dd, J = 0. 9. 2. 2), 7. 1 

9 (1H, dd, J = l. 7, 8. 6) . 7. 39 (5 
H, s ) , 7. 50 (2H, m) . 7. 9 5 ( 1H, 
d, J = 2. 2), 10. 70 (1H, s)„ 

[0 1 693 (2) 3- (5-O-V [b] Vy~)V) 
-2'- (2, 3-v-o-r-tf-;w-4, 6-0-< 
yxUf^-zS-D-^w^yy^y) -6' 
- b h* o^f i/- 4 ' f-A-To x / >- 3 9 5 m 
g£PSU4m 1 £?§ji?U *1 • 4ml fcp-h/ix 
yy.tU7f.ym l 2 m g fcin*. . ^iST'2 HPaWf-T a . 

VmmtX. 3- (5-<VV [b] -2' 
-(2, 3-y-0-7W-/3-D-^3t7/ 

7iyy297mg?r!ll 1 . 

[ 0 1 7 0 3 Wl£ : 1 5 1 - 1 5 3-C 
ESI-MS (m/z) : 560 [ (M + NH,)*'] 

IfUnujol, cm-i) :3543, 3288, 1 
75 1, 1 729 

NMR (DMSO-d 6 ) 8 : 1. 9 1 (3H, s) , 
1. 99 (3H, s) , 2. 23 (3H, s) , 2. 8 
9-2. 96 (2H. m) . 3. 02-3. 09 (2 
H, m) , 3. 46-3. 80 (4H. m) , 4. 75 

(1H, t, J = 5. 7), 4. 88(1H, dd, J 
= 8. 0, 9. 8) , 5- 09 ( 1H, t, J = 9. 
4), 5. 43(1H, d, J = 8. 0), 5. 58 

( 1 H, d, J = 5. 7) , 6. 4 1 ( 1H, s ) , 
6. 54(1H, s), 6. 88(1H, dd, J = 
0. 9, 2. 2) . 7. 1 7 ( 1H, dd, J=l. 
8. 8. 4) , 7. 47 ( 1 H. d, J=8. 9) , 



7. 49 (1H, s) , 7. 94 (1H. d, J = 2. 
2) . 10. 48 ( 1 H. s ) . 

[01713 wmmi 4 

(1)3- (5-<yV[b] 7 5-^) -2'- 
(4. 6-0-^yy'!)fy-/3-D-?'/l'3t:7/'y 
y^^r^) -6 , -bHndf^-4 , -^f-^Tot3r7 
x/y600mg£N, N->7 h7S b'4m 

HC:?§j5?U h'Jxf-^T5>-l 23mg5:SPi. 
TT^fvl<-?nn;ivkX->- 1 1 5mg<9N, N-S*X 
-?-/UTbbTS K2m l}§f8£4 0^*^fCjST-f l>. 
RSTl RJ£?8£# 1 0%^iyK*4>C 

vh/77^- (^tti^: ?au*H>J»/*fS- 
)V) tStRLT. 3- (5-<yV'[b] 7 7-/K - 

2'- (4. e-o-'syy'jfy-e-D-^wt 

^yv-y^^f^) -6'-* Y*isti)Vi£-)\ l >* : *is- 
4 ' -^f-;W7*a x J y 6 3 7 m g . 
[01723 ESI -MS (m/z) :622 [ (M+- 
NH,)*] 

I R ( n u j o 1 . cm"') :3383, 1762. 1 
689. 16 18 

NMR (DMSO-d 6 ) S : 2. 34 (3H, s) , 
2. 92-2. 98 (2H, m) . 3. 05-3. 25 

(2H, m) , 3. 33-3. 47 (2H, m) , 3. 
54-3. 7 0 (3H. m) . 3. 75(3H, s), 
4. 22 (1H, m), 5. 28 (1H, d, J = 7. 
9), 5. 51 (1H, d, J=5. 3), 5. 57 

( 1H, s ) , 5. 68 ( 1H, d, J = 5. 9) . 
6. 81 (1H. s) , 6. 91 (1H, dd, J = 
0. 9. 2. 2), 7. 09(1 H, s), 7. 19 

(1H, dd, J = l. 7, 8. 6). 7. 37-7. 
4 8 (5H, m), 7. 5 0 (1H, d, J=8. 
6) . 7. 50 (1H, d. J=l. 7) , 7. 95 

( 1H, d, J = 2. 2) . 

[0 1733 (2) 3- (5-^yV [b] 75-^) 
-2'- (4. 6-0-<y^UT : y-/3-D-^/P3 
b* y J i/lVJt* *s\-f>'-*\*ii'il )Vit-)VJ[* *s 
-4'-^f/l'rnt:t7xyy6 1 8mg£lf&60 
m l tofMU *i • 4m l bp - Y )vx.y y,)VifyW. 

muk. ^n^a^u^ 

/>^y-^) t'SIL, 3- ( 5-^// Cb] 77 
x;^) -2'- (/S-D-^/wtr^yy^y) - 
6'-* h*$^/P#x/M-*^-4'-*^iyrnt::* 
7x^y4 28mg$rf#6. 

[0 1 743 ESI-MS (m/z) : 534 C (M + 
NH,) ♦] 
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IR(neat. cm" 1 ) :3387. 1765 
NMR (DMSO-d 6 ) d : 2. 3 2 (3H, s) , 
2. 90-2. 98 (2H, m) , 3. 09-3. 50 

(7H, m), 3. 67-3. 74 (1H, m) , 3. 
74 (3H, s) . 4. 60 (1H, t, J = 5. 
7) , 5. 04 ( 1H. d, J = 7. 5) , 5. 08 

( 1H. d, J=5. 3) , 5. 1 5 ( 1H. d, J = 
4. 9). 5. 37 (1H, d, J=5. 5), 6. 7 
8 ( 1 H, m) , 6. 88 (1H, dd, J = 0. 9, 
2. 2). 7. 03(1H, s), 7. 19(1H, d 
d. J = l. 8, 8. 4). 7.-46 (1H, d, J = 
8. 4), 7. 51 (1H, d, J=l. 3), 7. 9 
3 ( 1 H, d, J = 2. 2) . 

co 1 75] wmmi 5 

( i ) wmmi 4 - < i > tmmtzLx. ttpssm^ 

!f&}7>£>3- ( 5-^yy* [b] 75-;!/) -2'- 
(4, 6-0-<yy|Jf>'-/3-D-/we7yy 
/M"^) -6'-T-feh^f>—4 , -^-f-;Prob , ^-7 

[01761ESI-MS (m/z) : 6 06 [ (M + 
NH 4 ) + ] 

IR(nujol, cm-i) :3367, 1 767, 1 
690.16 17 

NMR (DMSO-d 6 ) & : 2. 03 (3H, s) , 
2. 33 (3H, s) , 2. 92-3. 00 (2H, 
m), 3. 05-3. 73 (7H, m), 4. 17- 
4. 27 (1H, m). 5. 26 (1H, d, J = 7. 
7), 5. 50 (1H, d, J = 5. 3), 5. 58 

(1H. s), 5. 68 (1H, d, J = 5. 9), 
6. 68 (1H, m), 6. 91 (1H, dd, J = 
0. 9. 2. 2) , 7. 05 (1H, s) , 7. 19 

( 1H, dd, J = l . 6. 8. 6) , 7. 37-7. 
52 (7H, m) , 7. 95 ( 1H. d, J = 2. 
2) . 

[oi77] (2) wmmi4- (2) trocL-c. 

3- (5 — ^/[b]75-^)-2'-{4, 6- 

— 6'— T-fc h3f> — 4 ' f;P7n h'^ 7 1 / y 
3- ( 5-OV [b] -2'- (/3-D- 

^rje^y^^v) -6'-7th^y-4'-^ 

[01781ESI-MS (m/z) : 5 18 [ (M+ 
NH 4 ) * ] 

I R (neat, cm" 1 ) :3393, 1769, 16 
91, 1618. 1198 

NMR (DMSO-d 6 ) 5:2. 02 (3H, s), 

2. 30 (3H, s), 2. 89-3. 02 (2H, 
m). 3. 06-3. 51 (7H,m), 3. 67- 

3. 75 (1H. m), 4, 58 (1H, t, J = 5. 
7), 5. 02 (1H. d, J = 7. 3), 5. 05 



(1H, d, J = 5. 1), 5. 12 (1H, d. J = 
4. 8), 5. 34(1 H, d. J = 5. 5). 6. 6 
4 (1H, s). 6. 88 (1H, dd. J=0. 9, 
2. 2) , 6. 99 (1H, s) . 7. 19 (1H, d 
d, J = l. 7, 8. 4), 7. 47 (1H, d. J = 
8. 4) , 7. 5 1 ( 1H. d. J=l. 3) . 7. 9 
3 ( 1H, d, J = 2. 0) „ 

[oi79] wmmi 6 

3- ( 5-^yV [b] 77-/M -2'- (/3-D- 
-6'-tHo^y-4'-^ 
WDh^7iyy500mgJ, N, N-S^f-zV 
T-fehTSh'3. 5mHcjgj$?U h'Jx^T$>3 
1 5 m g Sr Jp^. . TlC^TT'T-fe •f-Jls? u 0 H 2 8 2 m g 
SraTFLT. *m-3 0* > ^ST--Hjfe8if#-f S . R 
JE&Sr 1 0%#?x>-&7ki;:i££\ Sfmx^TttliJ-f 

^7A;nvh/ 7 7^- (i§Ji}?§&: ?dd*u/ 
*?J-1V) T-^lgLT. 3- ( 5-^V [b] 75 
- 2'- ( 6-0-T^)V-$-D-yiVa\: 
7Si/JU**>>) -6'-T-fehdf^-4'-p<f-^TD 
tt7x/y304mgi&|45. 
[0180] ESI-MS (m/z) : 560 [ (M+ 
NH 4 ) ♦] 

I R (neat, cm" 1 ) : 3417, 1769, 17 
40. 1 695. 1 6 18 

NMR (DMSO-d 6 ) $ : 1. 97 (3H. s) , 
2. 02 (3H, s) , 2. 31 (3H, s ) , 2. 8 
8-2. 98(2H, m), 3. 04-3. 32 (5 
H. m) , 3. 6 2-3. 70 ( 1H, m) , 4. 03 

(1H, dd, J = 7. 2, 14. 1), 4. 35(1 
H, dd, J=l. 8. 11. 7) . 5. 04 (1H. 
d, J = 7. 5) . 5. 25 (1H, d, J=4. 
9), 5. 34 (1H, d, J=5. 3), 5. 44 

( 1H, d, J = 5. 5) , 6. 67 ( 1H, s) , 
6. 88 (1H, dd, J = 0. 9. 2. 2). 6. 9 
5(1H, s), 7. 18 (1H, dd, J = l. 8, 
8. 4), 7. 47 (1H, d, J = 8. 4) . 7. 5 

0 (1H, d, J=l. 5) . 7. 94 (1H, d, J 
= 2. 2) . 

[oi8i] wmmi 7 

( 1 ) 3 - ( 5 -<>-V [ b ] y ?=.)l>) - 2 ' - ( 0 
-D-//we7yyW=lfy) -6'-th'D^y- 
4'-^WDt^7xy'y3. 0g£2, 4, 6- 
3'Jyy3 3mH:I»U TMX-T-fc h>lZ 

T-4 0'Ctz^aiL. »tfLW^4--hD7x-;P 
7DD*;M-hl. 7 1gC0y?PD^^y8. 6m 

1 m mzmTTz . - 4 o°ct 1 ^3 o?k m^t 1 

B*ratKJ¥U^:f*. 5 3"CT'3Btfgjf#-f&. StfSflL £ 

js&s-^i o%jg^^iii:\ asgx^-ettaj-rs. 3r 
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D*/U/7*hy) TfiWKLT, 3- ( 5~<yV 
[b] 7 7-/1^) -2'- (4, 6-0-J]>VTf-—)V- 

-4"-^f^7 , Dt*7iy>2. 16g£#£. 

[0 1823 FAB-MS (m/z) : 507 [ (M4- 
Na) ♦] . 485 [ ( M + H ) * ] 

IR(nujol. cm-») :3386, 17 53, 1 

630 

NMR (DMSO-d 6 ) 5:2. 25 (3H, s ) , 

2. 9 9 (2H. t, J = 7. 4), 3. 30-3. 4 
0 (3H. m) . 3. 64 (1H, m) , 4. 09- 

4. 21 (2H. m) . 4. 26 (1H, dd, J = 
9. 3, 9. 7) , 4. 49 (1H, dd, J = 5. 

3. 9. 2) , 5. 26 (1H, d, J = 7. 9) , 

5. 80 (1H, d, J = 5. 9). 5. 86 (1H, 
d, J = 5. 7) , 6. 43 ( 1H, s ) , 6. 5 5 
(1H, s), 6. 8 9 ( 1 H, dd, J = 0. 9, 
2. 2). 7. 19 (1H, dd, J = 1.8. 8. 
6) , 7. 49 (1H, d, J = 8. 6) , 7. 50 

( 1H, d, J=l. 9) . 7. 94 ( 1H, d, J = 
2. 2) , 11. 6 (1H, s) . 

[0 18 3] (2) 3 - (5-^y/[b] 75-^) 
-2'- (4. 6-0-*;^-/U-/8-D-^/U3f 
yyS/TM-^S/) -6'-tHn^fy-4'-^WO 
t^7x7V2. 13g^^/-W0mlC)lB 
p-b;l^x>'^.^yBt84mgSrSni.s MiST'l 

- <i§ttS?§&: ^□o^/WA/T-bhy) TflHSlLT\ 
3- ( 5-^>-V [b] 7 7-/W -2*- (4-0- 
^ b=Sfi/^;U^— yi^-/3-D-//l/3t7/yA'^ 
>-) - 6'-tKD^-4*-^f^70t^7x/y 
9 8 6 m g . 

[0 1 843 ES I -MS (m/z ) :534[(M+ 
NH 4 ) + ] 

IRfneat, cm 1 ) :3459, 1752, 1 6 
3 1 

NMR ( DM SO- d 6 ) 5:2. 24 (3H, s), 
3- 00 (2H, t, J = 7. 4), 3. 32-3. 4 
5 (4H, m) , 3. 49-3. 60 (2H, m) , 
3. 66-3. 7 3 ( 1H, m), 3. 73 (3H, 
s), 4. 54(1H. t, J = 9. 6), 4. 82 

( 1H. t, J = 5. 6) , 5. 1 2 ( 1H, d, J = 
7. 7) , 5. 52 (1H, d, J = 5. 7) , 5. 6 
0 (1H, d, J = 5. 7) , 6. 44 ( 1H, d, J 
= 0. 6) , 6. 56 ( 1H, d. J = 0. 9) , 6. 
90 (1H, dd, J = 0. 9, 2. 2), 7. 22 

(1H, dd, J = l. 7, 8. 4) , 7. 47 (1 



H, d, J=8. 4) , 7. 54 (1H, d, J = l. 
3) . 7. 93 (1H. d. J = 2. 2) , 1 1. 8 

( 1H. s ) . 

[0 185] H&0I18 

■%mfrt>3- ( 5-^yV [b] 77-/H -2'- 

(/s-D-^urjtr^y^^^v-) -6'-tHo^f 

i^- 4 ' -xf^7nt^7 x y . 
[0 1 863 ®U&: 146-148. 5«C 
ES I -MS (m/z ) : 49 0 [ (M + NH,) ♦] 
IR(nujol, cm"') :3600-3200, 1 
6 3 3,1 605 

NMR (DMSO-d 6 )' 5 : 1 . 15 (3H, t, J 
= 7. 5) , 2. 55 (2H. q, J = 7. 5) , 3. 
00 (2H, t. J = 7. 5). 3. 10-3. 50 
(7H, m) , 3. 68-3. 74 (1H, m) , 4. 
61 (1H, t, J = 5. 5). 4. 98(1H, d, 
3 = 7. 5) , 5. 0 6 ( 1H, d. J = 5. 5) , 
5. 14 ( 1 H, d, J = 5. 0). 5. 31 (1H, 
d, J = 5. 5) , 6. 42 (1H, d. J = 1 . 
5) , 6. 57 ( 1H, d. J=l. 5) , 6. 88 
( 1 H , dd, J = 1 . 0. 2. 0), 7. 22(1 
H, dd, J = 2. 0. 8. 5) . 7. 46 ( 1H, 
d, J = 8. 5) , 7. 53 (1H. d, J = 2. 
0), 7. 9 3 ( 1 H . d, J = 2. 0), 11. 90 
( 1H, s ) . 

[o 1873 teem 9 

( 1 ) 9sm.m2- ( 1 ) x"&t*titz3- ( 5 

[b] 7 7-^) -2'- (/J-D-^3t7yy^ 
;*3-->) -6'-rU;^ d f>— 4'-^f-^rntii-7 
i/y 3 00mg!rf b7t FD77>3m 1 tc^*» 
U *fcT. 2, 4, 6-3'Jy>3 15mgJ:y7x 
-/^no^7i- h4 86mgS:JOi., T;^y# 

o%^xy|g*^?gicar. sKx^Tttart-s. & 

JU/X*y-^) T»«U 3- (5-^/[b] 7 
7-;^-) -2'- (6-0-y'7x-M^*y-j3- 
D-//l'3e7/y;W J fi') -6'-TU^ d f^- 

4'-^f-;i'Tntr^-7xy vs 2 7mg^#l>. 

[0 1 883 ES I -MS (m/z) :748 [ (M+ 
NH 4 ) *] 

IRlnujol, cm"') :3396. 1698, 1 
609 

NMR (DMSO-dg) d : 2. 17 (3H, s), 
2. 95 (2H, t. J = 7. 5). 3. 0-3. 3 
(5H, m) , 3. 72 ( 1H. dt, J = 9. 5, 
2. 5), 4. 30 (1H, ddd. J = 5. 5, 7. 
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5, 11. 5) . 4. 52 ( 2H, dt, J=l. 5, 
5. 0), 4. 5 7 ( 1H, ddd, J = 3. 5, 5. 
5, 1 1. 5) . 5. 00 ( 1H, d, J = 7. 5 ) , 
5. 1 6 ( 1H, ddt, J-ll. 0, 3. 5, 1 . 
5). 5. 2 6 (1H, ddt, J=17. 5. 3. 

5, 1. 5) , 5. 3-5. 4 (3H, br), 5. 8 
9 ( 1 H, ddt, J = l 7. 5, 11. 0, 5. 

0) . 6. 55 (1H, s) , 6. 68 (1H. s) , 

6. 86 (1H, dd, J=l. 0, 2. 0), 7. 1 
-7. 2 (7H, m) . 7. 30 (4H, dt, J = 
8. 0. 1. 5) , 7. 44 ( 1H, d, J = 9. 

5) , 7- 45 ( 1H, d, J = 2. 0 ) , 7. 9 2 
( 1H, d, J = 2. 0) 

(2) (l)T»S>flfc3- (5-^VCb] 77- 
~2'- (6-0-y'7x^my-^-D- 

^f^7n^7 jcy >3 0 8m g£T-fe M;/P3 
m 1 IZMfrL-. W^-^SOmg t - Jg-fbt'^. 
( hOy^—jU^y^y) ^yit^j* ( i i ) 3 mg 
Srflni.. Tvurf/SH^T, l. 5BSigjtM»tf 

h. nt>titzimm$:*, &m&t&7kx-m<k$iftL. & 
?;-j\s)x'mmL. 3-(5-<y/[b]7 7 - 

-2'- (6-0-y'7x-m*y-^-D- 

f/l'TD W7x/y24 6mg . 
[0189] ESI —MS (m/z) : 7 08 [ (M+ 
NH 4 )»] 

IR(nujol, cm" 1 ) :3405, 1 630, 1 
600 

NMR (DMSO — d 6 ) S : 2. 13(3H, s), 
'2. 98 (2H, t, J = 7. 0) , 3. 2-3. 5 
(5H,m), 3. 75-3. 85(lH,m), 4. 
3-4. 4 (1H, m), 4. 55(1H, ddd, J 
= 3. 5. 5. 5, 11. 5) , 5. 1 0 (1H, d, 
J = 8. 0) , 5. 29 (1H, d, J = 5. 0) , 
5. 41 (1H, d, J = 4. 5). 5. 43 (1H, 
d, J = 5. 5) . 6. 39 (1H, d, J=l. 
0) , 6. 57 ( 1H. d, J = l. 0) , 6. 85 
( 1H, dd, J-l. 0. 2. 0) , 7. 1-7. 2 
(7H, m), 7. 29 (4H, dt, J = 8. 0, 
2. 5). 7. 44 (1H, d, J = 9. 5), 7. 4 
9 ( 1 H, d, J = 2. 0) , 7. 92 ( 1H, d, J 
= 2. 0) , 11. 84 ( 1H, s) 
(3)3- (5-<^V [b] - 2' - (6 

-o-y^x-zi/^^y-zS-D-^ne^yi/ii, 
:*=*>-) -6'-t Kadfiy-4 , -^f-;U7'nb-^7x 
y>-7 64mgS-l, 4-^dfty3 3mH;^ 



U 0. lN-7j<Kft:rhy?A7j<?§&3 3ml£fln 

T)V3vmm%T. mjst-2. 5b*sm#-ts. r 

*FBXU 3- ( 5-^V [b] 77-/P) -2'- 
(4, 6-0-to7-f-3-/3-D-^3t5yy 

JM-dfi') -6'-bKodf>— 4'-^^-/P7*oe^7 

xyytNy)A3 2 7mgm. 
CO 1 90] ES I -MS (m/z) : 5 1 9 [ <M+ 

Na) + ] 

IR(nujol, cm-i) : 3300, 1625, 1 
6 12 

NMR (DMSO-d 6 ) 5:2. 25 (3H, s), 
2. 97(2H, t, J = 7. 5), 3. 3-3. 9 
(8H, m), 5. 15 (1H, d, J = 7. 5), 

5. 40 (1H, br) , 5. 55 (1H, br) , 

6. 4 1 ( 1 H, s ) , 6. 5 5 ( 1H. s ) , 6. 9 
8(1H, dd, J=l. 0, 2. 0), 7. 19(1 
H, dd, J = l. 5, 8. 5). 7. 49(1 H, 
d. J = 8. 5) . 7. 5 1 ( 1 H, d. J = l. 

5 ) , 7. 9 2 ( 1 H, d, J = 2. 0) 
##0J1 

(1) 7j<«%5 0g$:ey^>4 0 0m 

1 £*§#PU *S*i1® 13 3ml 2-SDi.TSjST'l 7B* 

fa**-?-*. ^je&s-itEigsasu abtuzmitevm 

x^-;P5 0 0ml £?fj$¥U 1 0%igSt /K, »19 

J-lWJT-tT— h 7 4 g . 
[0191] E I -MS (m/z ) : 208 (M*) 
NMR (CDC 1 3 ) d : 2. 2 7 (6H, s ) , 2. 
35 (3H, s) , 6. 71 (l.H, t, J-l. 
8) , 6. 80 (2H, m) . 

[0 192] (2) Jg-ffcT/l'S-^Al 9. 2g^o 
o^>-fe>5 0mlcK 9 OTHCJlE&U -c^Ctf/l-v 
y—lVi/T-t^r— h 1 0g«?Dn^'>8m 1J§$[ 

i&siu Rmmift.- 1 o%isk doomi- 

10 0ml) lzm\ 3 OiMWtS, IWlfA'l 0 

om i *mw£$hxu *gfe. immm&8 
*-f&. ^^^^aEtcsJf-9-^i o om i $-jpx. m 

&X'3 0#«fPLfci£. riR. tt»U 2', 6'-£y'b 
KDJf-/-4'-^f;l/7-feh7xy>5. 9g£f# 

BUS: 1 4 6 - 1 48°C„ 
[0 193] ###J2 

2', 6'-iyb Kn^ri/-4'-^f^7-bh7x7y 
0. 5g, KK*HS'?A2. 0 8gt3 < ];lXh/loc:>'4 
Om l«I^f-(-y- v-i^-^^g© (Die 
n-Stark trap) TifflK£l»& 
4. 1 Omlll^fi *J±*8(rCfc:i«aiU 
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<X^X'2, 3. 4. 6-fb7-0-7W-a-D 
-^3e5yyyl,yD*K2. 48g£Jll;i. -BfcS 

ttfC, 2'- (2, 3. 4. 6-Th7-0-T*f- 
/W-tf-D-^nb'^/i^M-^v) -6'-th'n 
4'-^^-;PT-feh7x>'>'7 3 5mg^J. 
[0194]Uu£: 140-141. 5'C 
ES I -MS (m/z) : 514 [ (M + NH 4 ) * ] 
I R ( nu j o 1 , cm" 1 ) : 1 7 5 5 , 1725. 1 
650 

NMR (DMS0-d 6 ) 5 : 1. 96 (3H, s), 
2. 01 (9H, s). 2. 26 (3H, s), 2. 3 
9 (3H, s) , 4. 05-4. 22 (2H, m) , 

4. 28 (1H, ddd, J = 2. 6, 5. 7, 9. 
9), 5. 00 (1H, dd, J = 9. 5. 9. 9), 

5. 10(1 H. dd. J = 8. 0. 9. 6). 5. 3 
9 (1H, t, J = 9. 5) . 5. 64 (1H. d. J 
= 8. 1), 6. 46 (1H, s). 6. 48 (1H, 
s) , 11. 60 (1H; s). 

[0 19 5] ##0B 

» l JW414gJ?DO*;l-Al. 3 lfcSS 
U ZZ^29m 1 OfcaTFTi. <fcV*T, 

&t h U T'f-zKyv'Vl'Ty^— >7 A 3 7 g fc Xlf 
2'. 6 , -ytKo^-4 , -^f/l'7*h7xyy 
1 00 gSrflni, 2. 3. 4, 6-f >5-0 

-T-b^-;U-a-D-^VP3b'7y^;P7*n5 H4 1 9 
g^JPX. MTSSifn. 2 7B$iafiL *2 lm 1 £ 
flni.T, S&K2. SBfrlBfltfPUfcflL *&T\ 18% 
iaigfcJ:-?-5 0 0m 1 SrlniT+Srr*. £<bfc:l0% 
igg&U-^OOmlfcitMcSOOm 1 fclQifctt. 

y-;Moomi zmi. nx/wmtt. 

«EET<8!*l/C. 2'- (2. 3, 4, 6-fby-O 
-T^tV- £ -D-/A-3t7 / is)Vtt*s) -6' 
-bFodr>—4'-^^-7UT-feh7xy>'239. 7 

5 g&#&. mtrnt^m 2 -cit 6*i*Mfc*w t r- 

[0196] #s£0l|4 

(1) 3. 5-^ h^fv-T-U^l . 0g£Jaig3m 
1 . S82m 1 . *5m 1 fcSKBU *?&T9HEBW- »- 
y »7 A 4 7 3 m g 0* 5 m 1 1 5 ?bWtT?i§Tt- 

h, 10M. a^'J^Al. 6 2gtf>*5ml?g 



T. 3. 5 ->-';>< h^H-F^y-feVl. 05g£*t 
6. HbA: 73^74-C. 

[0 197] (2)3. 5-y>h^y3-K^'y 
1 . 1 9 g £11® 1 0 m 1 fcflfBU ^iST'4 7%*-ffc 
*fg&l Om 1 i£:Jpjc , 1 MS 

fcsafcjsu weeks u mmtwrn^Mzmmt 

S. *T8U1£*&, ttflfflL JWSEfce*Lr. 3.5- 
i^'b Ko^a-K^V-fe'yi . 0 6gHII.. 
[0 198] E I -MS (m/z ) : 236 (MM 
I R (neat, cm-i) :3325. 1605 
NMR (CDCI3) J : 5. 22 (2H. s),6. 

31 (1H, t, J = 2. 5). 6. 79(2H, d, 
J = 2. 5 ) . 

[0199] (3)3, S-y'th'oJf^-bXyt' 
^1. 0 2gSrb'Jv'y2. 8m 1 £^j¥?U MiST'it 
*ffl*l. 53g&jD^.^>. 1 igiattftft. JsU8K£ 1 

mm. mmz&HLx. 3. s-^r-th^ 

•/3-Ky-t'yi. 3 7g^s. 

[0 20 0] E I —MS (m/z ) : 32 0 (M») , 
278,2 36 

IRfneat, cm" 1 ) : 1771, 1586 
NMR(CDC1 3 ) 5: 2. 28 (6H, s) , 6. 
92 (1H, t, J=2. 0) , 7. 36 (2 H, d. 
J = 2. 0 ) . 
[0 20 1 ] (4) 3. 

V860mg?rl, 4 -mtV4m 1 (Cffftf.U S 
iSTb'x/L- h y T'f-yUXX 1 . 4 1 g kZJfi-fttr^ ( h 
U7x-;m7^)K5^i(II) 2 0mg£ 

mi, 3B#isui«9iart-4. rj5s*ssmcbsu etR 

Xf-/PT'#S? L , 10%7 7^'J -7 A*jg?££Jo;c. . 

ttK-r*. \m^^cth. # 

SSSLT, 3, 5-^'7-bh^j/Xfl/y5 8 5mg5:i# 

[0 20 2] E I -MS (m/z ) : 220 (M*) , 
178. 136 

IR(neat, cm" 1 ) : 1771, 1610 
NMR (CDC1 3 ) 5: 2. 29 (6H, s), 5. 

32 (1H, d, J=l 1. 0) , 5. 74 (1H, 
d, J=17. 0), 6. 65 (1H, dd, J=l 
1 . 0. 17. 0) , 6. 82 ( 1H. t. J = 2. 
0) , 7. 03 (2H, d, J = 2. 0) . 
[0203] (5) 3, 5- : JT^h^i^^i-Uy58 
0mg£l^igXf-;U6m 1 -X^7-;U2m 1 iZf^M 
U 1 0%;*yiSiyA.-&m (*#5 1 • 4%) 5 0m 
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■Ms) mmtX. 1. 3-iST-th*i»- 5-xf-;P 

[0204] EI-MS (m/z) : 222 (M*) 
I R ( n e a t , cm-i) : 1771, 1616 
NMR (CDC 1 3 ) S : 1. 23 (3H, t, J = 
7. 5) , 2. 28 (6H, s) . 2. 66 (2H, 
q. J = 7. 5) . 6. 74 ( 1H. t, 3 = 2. 
0) . 6. 82 (2H, d, J = 2. 0) . 
[0205] (6) 1, 3- : JT J tY*i'-5-x.+)V 



^y-eyzmrM 1 - ( 2 ) t nwzmtt s £ t tc =fc 

0. 2', 6'-ytKn#y-4'-if;l,Tih7i 

s>znh. m&: 121-12 3*c. 

[0206] (7)2', 6'-> ; bh-adf^-4 , -x 
^THr h7x y* y-£##0ij 3 fc B8fc:8fflrr 4 i b tC 
iD. 2'- (2, 3, 4, 6— fh^-O-T-fefvP 
-^-D-^t^yy^i/) -6'-hKn^ 
y-4'-xf;P7-feh7syyJf#? l . M£ : 1 2 5 
- 1 2 7*C. 



(51) Int. CI. 7 ttfflRB'? 

C 0 7 F 9/6574 
// C 0 7 H 15/203 

<72)WUJ# ^ 

^m^7tJ1 1 ft'!r£3TB4 -15 



FI f-73-K (##) 

C 0 7 F 9/6574 Z 
C0 7H 15/203 

(72) ^BJ^ % e 

«ti«FBMi*«r tt 2083#tfec7) 2 V 74 
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